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(57) Abstract: A process for producing a benzylamine derivative represented by the general for- 
mula (3): (3) (wherein X 1 represents halogeno; R 1 represents acyl; and R 2 represents acyl), char- 
acterized by reacting a benzyl compound represented by the general formula (1): (1) (wherein X 1 
and R 1 have the same meanings as defined above) with a haloacyl compound represented by the 
general formula (2): (2) (wherein X 2 represents halogeno; and R 2 has the same meaning as defined 
above) in the presence of a Lewis acid. Thus, the benzylamine derivative, which is an intermedi- 
ate useful for producing a carbamate type bactericide for agricultural and horticultural use, can be 
advantageously produced. 
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MS (GC-MS) m / z = 2 2 5 (M + ) , 190 (base) 
2 : N — [ (5-T±?-sl'-2-?vv7=.=-/l') * f- ;V~\ 
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(A) : 1- [3- (7 ; / ^) -4-^pp7x^^] ex * 
^-l-*-^ 1) ©»5S ( [6] 3ggBfc<E>3B01) 

HJSfliJ 1 J; 9 # htlfcN - [ ( 5 -Tf??V- 2 - ^ n » 7 =c 
^/H rthT5 K20. Og (0. 089 ^aO ^50 
%}« 5 5 g l^ilfci, #P^31M^£-e 3 0 # Pal ;*Mt T 
t, JnH&«i*T-Cl 5B#|HJ3|&/$Ufc. 

SJS$£T#, # tbfcHJ&M &7.M<:&£\ 4 5 m L © h /l^ V £ 

jd 25 %7K^^-t- h v ? a •eTK^aesr^astt ( P H = 1 2 . 

0) tVfc 0 4 5 mL©h/Wxyt'2|lIfttBUfef, *glK£r^tffiT 

o 

MS ( G C -M S ) m/ z = 1 8 2 (M + -l), 140 (bas 
e ) 

(B) : N- [ ( 5 - T± *f-?V- 2 - 9 n u ~7 a ~ AO * ^vU] 

mmmmw2- <a> kuc^tci- [3- (rs/^^/io - 

4-^pp7oi — /U] x^y-l-tVl 7. lg (0. 0 8 9 ^ 
A?) h^xy4 4. 3mL{::§)|L, 11^1*1)^1 4. 

7 g ( 0 . 10 7*^) Zit&Asfd Ufc) # N ^ n n 

f/H. 2g (0.. 0 9 8 ^) ^5-2 0°Cf3 O^^^ltTl 
Tttl, ^*&T* 3 ^^^^Lfc 0 

JifBte-a-igj (IK /ft 108. 1°C) ^19. 3g (JR^ ; 9 0 . 2 % 
, I6S9 9. 8 % ) # fc o 

1 H-NMR ( C H C 1 a - d x , 300MHz) 6 = 2. 6 ( 
s, 3H, Ph-COCH 3 ) , 3. 7 (s, 3H, COOCH 3 
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), 4 . 5 (d, 2 H, CH 2 , J=6. 3Hz), 5. 3 (br 
s, 1H, NH), 7. 5 ( d , 1 H , Phf, J=8. 3Hz 
), 7 . 8 (dd, 1H, Phf, J = 2 . 1 8. 3Hz), 8 
. 0 (s, 1H, Ph|) MS (GC-MS) m / z = 2 4 1 

(M + ) , 2 0 6 (base) 
^flSflil 3 : N - [ (5-7tf^-2-^oP7x=;l/) * ^vP] 
* h^->*;v#^^7^ K<£>»i£ifc 

(A) :N-[ (2-^**7^-^) ^ ^/H T -fe h T 5: K©1 
: ( 1 ) 

(2-^pn7i=;u) ^f^T^42. 8kg (0. 3km 
ol) P^^y 1 1 8. 3kg li^Hl, ttTkBEK 3 2 . 

2kg (0. 315kmol) ^20~40tt*l. 5 1$ W T 
iTLf:, iflT?3 0^Wj»^l]k o 'S^7«, tK 6 0 k g 
x. , 2 5 %7jc^^-^ h I) ? ATk^^e 5 5 . 2kg^20~40tT' 
2 O^IB*>ttt»TUfc, til^^lL, N- [ (2-^pp7 
3i ~ AO * ^/P] 7t K©i?^pn^^ V^l^ 16 9. 9 k 

g 

(B) :N- [ (5-7tf;l'-2-^pp7i=;l/) ^ ^/U] T 
■fe h T 5: K Ut^m^r^r 3 ) ©3»5tife : [ 1 ] ^SB«S©3fcW 

mmmmm 3 - ca) fc± 5 #e>*bfcN- c (2-^**37^ = 

^) * =f-;V\ T-irhT^ F^^^nn^^ 16 9. 9 k g K 

\ P7^F 4 7. 1kg (0. 6kmol) ^^Px. % ifi[ 

teT/i^-?A10 8. 0kg (0. 8 1 k m o 1 ) & 1 5 ~ 3 0 
°C T? 1 . 5 M *t -C *n ;L o 2 R$ HQ J&Mt T 5 0 °C fc -5 * t? ^ * 
p p * VSr^JBEtrW* bfc^, 6f^^l^Ufe 5 (@^%:^:<D 
te£>4fc«Jltt# = 7 6. 7 5 % : 1 . 6 5 % ; G . C . ®flf%) S 
JSteT& % # btlftfcJ&WL&yk 4 5 0 kg(U5~35°CT'2 B# M 
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^(KlTtfc, i?^pp^V90kg, 4 0 k gt'2IHfttBt 
> N- [ (5-7tf;i'-2-^pp7i^;V) ^^/^] 7t h7 
^ KOv?^pp^y^l 9 9. 8kg£#fc 0 

(C) : 1- [3- - 4- ^pp7i=;H 

MiB^iife^!j3- (B) fcj: 9 #£>*LfcN- [ ( 5 - T ir t^/v - 2 
-^pp7x^/U) ^ ^-^] 7tF7U*©^^P^yg|l 
99. 8kgfc, *90kg, 98 %ffim 46kg (0. 45km 

0 1 ) & to x. , 1 . 5 H# m ^ T 1*3 & rt* l o 0 °C ft 5 * T* ^ * 
p^yS:tff"eS4lfet, 6^^H^Lfc 0 S^^Tt, 20 
#2MtT5 0°C*-T?^*PU, 7k 9 0 k g> Wurni/ i o 5 k g SrflP 
*.fc 0 Hf-^*P^rfrv>, 2 5 %7k®Kb-7" h P £ AtK^^ 2 l 2 k g 
Sri 5-2 5°CT'2. 5 ^&1^lttlTLfe. 3 0 ^ ^ (t T 4 0 °C 

£-e#?BLfc#, W^ii%7>^b, l- [3- (rsy^^/u) - 

4 - ^ n p7i=;H ;n ^ - i - ty© h ^ ?j£ £: # „ 

(D) : N- [ (5-7tf^-2-^PP7i=^) ^ ^/k] ^ 
h =3r # A- t£ =3f f /7 5: KcOMit^fe: [7] IB © 3§ K 

B&I3^M^J3- (C) te£*>ftt,tl1tl- [3- (7;^f;l/ 
) -4-^pp7i=;W] ^ ^ ^- 1 - ^- h V^^(C7X 1 
80kg, P-7A45. 7 kg (0. 33km o. 1) 

? v v fitm* ?-A> 28. 4kg (0. 3kmol) £ 

1 5-25tTlltra^ttTlTUfei^ ^2&T* 1 R£ffl&/$ VTc 0 
RJt^rTIk, 3 0 #j5»WT 6 0 °C(d#^ JI £ # f£ L „ # 
k tb /c N - [ (5 - 7tf - 2 - ^ p p 7x=;i/) p< ^/V] ^ h 
=^ # 3- v' T 5: K F^^>i?gt7kl 5 0 k g £ #P x. , 2 B$ 
mfrft X 1% b * =^ ^ % Wife tfco aSS:3 O^^ttt 5 0°C^ 
"t?^*P Lh/i/xy3 9kg £;!JP >t % Hfcl. 5 B# W j&> J* T 1 0 °C * 
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o % bfttcm£k&&.m N- [ (5-7tf;l^-2-^p P7x 
^ ^/U] ^ h =3r ->^7^#^ v'T U'4 9. 1kg (l&sp 6 7 
. 7%; (2-^pp7i^^) ^f/PT^yl?, |g94. 5 
%) £#fc 0 

<£;ftte\ ^-^.f h ^jlilffi^ll©^! 

fttpmfcT*h (6) tf>;*7-^ - b St##:£$!J5£fc*^T 

^mts:, (3) t-^$ ns^^^^r =« >mmft<Dmmx& 

, ^Mit^&^r^Si-S — (6) <D* * — h Mm&<DMm: 

^mmfcztiit^ mutt. ^ b%kmwM<nmmtz*mfc 

T*hz>—mn (6) <djj —s** - i> mmw*®.^, mm^^^<. 



25 



WO 2004/058681 



PCT/JP2003/016995 



!f * © I g 

i • ( i ) 

NHR 1 

Tf**tb5^VS?yHI##a: % — (2) 

R 2 -X 2 (2) 

£ &#«£-t-5, — (3) 




(Slf* X 1 % R 1 % R 2 ttt&IB i m ClcBfcSr^-r) 

2 . -j&a; ( i ) 

*:o ... 

NHR 1 

T?***b5^^S?A/»2»#i, — Jtt^; (2) 

R 2 -X 2 (2) 

(5£<K X 2 tt^n^JR-^&^L, R 2 ter^/l^^f) 

-itt^: ( 3 ) 
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,2 O) 



NHR 



*07K^^ IT, — ( 4 ) 



(4) 



) 




R Y' 

o 



(5) 



(5£<K x 3 fiAnyyif^^L, r 3 ttr^^^s*^-t-) 

(6) 

X 1 - 




OS** X 1 % R 2 , R3 ft tft Htm + ) 

3 . ( 7 ) 

X 1 




NHR 
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